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Abstract not available for JP6073014 

Abstract of corresponding document: EP0576357 

The subject of the invention is pyrazole derivatives of formula I: in which - g2, g3, g4, g5, g6 and w2, w3, 
w4, w5 and w6 are identical or different and independently represent hydrogen, a chlorine or bromine 
atom, a (C1-C3)alkyl, a (C1-C3)alkoxy, a trifluoromethyl or a nitro group and g4 optionally represents a 
phenyl group; - R4 represents hydrogen or a (C1-C3)alkyl; - X represents either a direct bond or a group - 
(CH2)x-IM(R3)- in which R3 represents hydrogen or a (C1-C3)alkyl and x represents zero or one; - R 
represents . a group -NR1R2, in which R1 and R2 independently represent a (C1-C6)alkyl group; an 
optionally substituted, nonaromatic (C3-C15)carbocyclic radical; an amino(C1-C4)alkyl group in which the 
amino is optionally disubstituted by a (C1-C3)alkyl; a cycloalkyl(C1-C3)alkyl in which the cycloalkyl is (C3- 
C12); a phenyl which is unsubstituted or substituted one or more times by a halogen, by a (C1-C5)alkyl or 
by a (C1-C5)alkoxy; a phenyl(C1-C3)alkyl; a diphenyl(C1-C3)alkyl; a naphthyl; an anthryl; a saturated, 5- 
to 8-membered heterocyclic radical which is unsubstituted or substituted by a (C1-C3)alkyl, hydroxyl or 
benzyl; a 1-adamantylmethyl; an aromatic heterocycle which is unsubstituted or substituted one or more 
times by a halogen, a (C1-C5)alkyl or a (C1-C5)alkoxy; a (C1-C3)alkyl which is substituted by an aromatic 
heterocycle which is unsubstituted or substituted one or more times by a halogen, a (C1-C5)alkyl or a 
(C1-C5)alkoxy; or else R1 is hydrogen and R2 is as defined above; or yet again R1 and R2 constitute, 
with the nitrogen atom to which they are bonded, a saturated, 5- to 8-membered heterocyclic radical, the 
said heterocyclic radical being other than morpholinyl when w2, w3, w4, w5, w6, g2, g3, g4, g5 and g6 are 
all hydrogen; . a group R2 as defined above when X represents -(CH2)xN(R3)-; . a group R5 when X 
represents a direct bond, R5 being represented by a (C1-C3)a1kyl; a (C3-C12)cycloalkyl which is 
unsubstituted or substituted by a (C1-C5)alkyl; a phenyl(C1-C3)alkyl which is unsubstituted or substituted 
by a halogen or by a (C1-C5)alkyl; a cycloalkyl(C1-C3)alkyl in which the cycloalkyl is C3-C12 and is 
unsubstituted or substituted by a (C1-C5)alkyl; or a 2-norbornylmethyl; or one of their optional salts. 
Application: therapeutic treatment of pathological conditions where cannabis is involved. 
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m*m i ] Traits®, xiissor &&®&izit 
lit 1 J 

R4 X-CO-R 

66 

(I) 




_ g 2 . g3 , g4 , g5 2fctfg6 3£tflCw2 , W3 „ 

w4 % ws Stfwe it. mCVt. MfcoTl^Tt**: 
<. &±LlZ*m. tt*B«fclM***lR^ (Ci -C 

3 ) -7;Mr;u. (ci -C3 ) -r;U34^x MJ? 
;u*p*^u. xii-hP»r*fey. g 4 liffiSic^x 

-R4 fiTK^XI* (Ci -C3 ) -7)\,*-J\,T-$>Z>o 20 

-xi*. m&0>fS£-efc£*>\ XliS- ( c h 2 ) x n 

(R3 ) - (R3li. Tk^Xli (Ci -C3 ) -T)V*c 

^u-cfey. xii-tfpxii 1 -0&£ o ) -efc£o St;. 

-RI*. 

-S-NRi R2 [Ri SIXR2 li^lC. (Ci -C 

6 ) -r;u*;u ; &M;\zW&Ztitz3ttmm (c 3 -c 

is) (Ci -C4 ) T)\,*c)\,& (7 5 

sit&m\z (ct -C3 ) -7J^;u:j:or-lj|$ 

*lTU£ 0 ) ; y^07m- (Ci -C3 ) T^Mr 

)[, (iy<PUT)i,^rMtC3 -Ci2T?fc6 0 ) ; »B«^ 30 

x-;k X(i/\p^f>. (Ci -Cs ) -t;Mt;k =Jt 
iMi (ci -cs ) r;uii^rvic^or-s^L<ii 

£S&£*lfc:?x^U ; ^x^;U (Ci -C3 ) -T)V 
; v^x (ci -C3 ) -r;MrJU : :J-:75 1 
;^ ; 7> h^-te— ;U ; 5 8 M&ttfi&fcl^T' PISS 
(&^Pl8ai*ftgST'&£^Xf* (Ci -C3 ) - 

**ltl^o ) ; 1 -7tT m *>'F'JU* : 
SI'^PIB. fl£l>li/\Dy>. (Ct -C5 ) 7)1,* 

(ci -cs ) -7;u=i*:>-tr-s&Xfi£ii&$ 40 

(Ct -C3 ) -T^;U. Xli/\P>f>. (Ci -C 
5 ) -7)l>*r)l,. (Ci -Cs ) -T^Ura^vlZcfcoT 

-e»*L^tt*is»**Ltc*#»g^^paiT*s»*tifc 

(ci -C3 ) -r;u*/u-cfc* 0 ] ; 

lt*U£. Ri 3&<**T?fcy. R2 *><J:T?^&L*:<t*>y 

-e&£ 0 £*,fcit*u£. Ri &1/R2 ri. c*t£>£jg£ 

Lfc»*BC-?-fc#lc 5^h> 8 M&CDtSftJ^PBBS^ 

fifc^*€>o flllB^-T-PfiaSli. W2 , W3 , W4 , W5 S 

t/w63tt^lz g 2 % g 3 % g 4 % gs Jltfge #:£T7k 50 



-X/><- ( C H 2 ) x N (R3 ) -T&£<h^ ftlzm 

- X T?fc 5 <b£. SRs T-&£ 0 iLRs 

li. (Ci -C3 ) -7JI**JU ; fttBftTfc&frXtt 
(Ci -Cs ) -7)l,*)l>vm&2tlXl*& (C3 -C 

12) -y^P7;^;iIi-e&l)K xi±/\p<r 

(ci -cs ) -r;u^r;ncj:orsm^tifc^x 
— (Ci -C3 ) -7>u*;u : v^pt^H- 

(Ci -C3 ) -7;^^ Tfeotv^DT C 

3 -cur-fey. mm&v&zfrxi* (ci -cs ) - 

[i?f*JS2] T^COIS^^ 1 lce«aMb*to. Xfi-e- 
[<b2] 
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da') 



w 4 

ft % W5 St/w6 ; g2 « g3 % 
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t± (Cl -C6 ) -TJU+ib-efcy. R2 l*#*#«6tt 

cd (c 3 -cis) «*aasxi*i -tfpys;-;u % 1- 
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*U ^;u&tf4 -^*^u*y -;u^t>S«$ti* 5 - 
8 -MaiSfa^T 1 Piasr-fc^o 

Kb 3] 
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X tta>tt« T* ^> t <D o 
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[R*Jl6] R3*^3C:|Sf&<7>;£ ( i ) (Dit&teXlt 
X&mmO&'SV&V* Ril<S-NRi R2 «BL. R 

i l**«xii>^u*-efey % R2 it. lf^#S£teO) 
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(ctuifctii&Tr&^av xii-xii-(D/\py> 
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[SS#I§18] 2. 5*>m=> 1 O O Omg0>,=£t4fi£#£ 
[O O O 1 ] 
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$*ltl^ 0 SC. EP-A-268554MDE- 
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^U- A^tLTfcy. EP-A-430 1 86MJP 
"A-0303 1 8 4 OICI*. ^JtlC^^^b#^>7 
A**lTj3y . &t-. EP-A-4 1 8845 IC 
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m (cannabis) tfim&T&ZLt A<*D&*Lr l^E««« 

[0004] A 9 -^rh^fc KPA>tey-Jk BP% 
A 9 -THCI4. (Cannabis sativa 

) 3&^am**tS±Stt*»-efc* (Tuner, 1985: In 
Marijuana 1984, Ed. Harvey, DY, IRL Press. Oxford 

) o 

[0 0 0 5] *>->-t:V-r K<0ttXI*. *4B»!£^ (De 
vane^p. Molecular Pharmacology, 1988, 34, 605-613 

) Stf^ffittlg^ (Nye Sf, The Journal of Pharmaco 30 
logyand Experimsntal Therapeutics, 1985, 234, 784- 
791: Kaminski W % 1992. Molecular Pharmacology, 4 
2, 736-742 ) lz«-r4«ll»tt*«»ttU-b^^- 

[0 0 0 6] C<DU4r:79— amttttittt* A 9 — T H 
CIC5S{ei<Dfti&3lT*fe^CP 5 5. 9 4 00)d:5^1 
Wfc^JS »J # > -KOHJfcK <fc o r pjffi tU-otzo 

[0 0 0 7] *j>-J-fcV-f K(DE«-^0)fflfflli. ft« 
4>ffittft£« &ttt>HJh«X3U*n&»X (Hoi I is 
tre, Pharmacological Reviews, 1986, 38. 1-20. Renv 40 
SUSinha, Progress in Drug Research. 1991. 36. 71 
-114, t hSifrJ*fcfcMt£>rt>:J-fcV>r Kl/t^(D^ 
3^. Europian Journal of Biochemistry, 1993, 214, 1 
73-180) <T>&?tjim*<J>1Xmz*>tzZ>o 

[0 0 0 8] SC *>^-tV-< KU-tr^^— ic^LT 

«mtt**rr*fl;*i*i*. lest. B53fe3g. 

I^<0»8»S, EUR*. HUB** M-IM. «A» 
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[0010] 

[ft: 1 7 ] 

R4 X-CG-R 
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*4 

— g2 , g3 , g4 % g5 &tfg6 3£tf|=w2 „ W3 % 

w4 „ w5 Rtfwe 14. Ht-Ct, I^oTL>ttct 
<. ttltfCTk*. *BB[«fclW4*BIH^ (Ci -C 

3 ) -7Jlr*)V % (Ci -Cs ) -7;Ua**X h>J7 

[OOI 1] -R4 I4tKS?IX[4 (Ci -C3 ) -T)i**r 

[0012] -xii. BttcaBAi?***^ XI4»- 

(CH2 ) x N (R3 ) — (Rsl4. TK^XIi (Ci - 

C3 ) -7/u*;u-cfcy. xi*-tfDXiii -cfc*. ) t? 

-RI4. -S-NRi R2 -efc^» 0 {IL. Ri RltR2 

\t&±uz x (ci -ce ) -t/u*^ ; ffi&cis&^n 

fc#*«tt (C3 -cis ) ft*ai« ; rsy (Ci -C 

4 ) T;Mp;ug (T^/teffi&ic (cr-cs ) 

(Ci -C3 ) r;u*;u (v^d7;^u*C3 -C12 
T-fc£ 0 ) ;iSft7i-;k xii/\pyx (ci - 
cs ) -tju+jk ^l<I4 (Ci -cs ) r;u=i^v 

(Ci -Ca ) -T;U*n> ; i/7i3- (Ci - 
cs ) -t;u^;u : t.7f;i/ : 7> h^-tr— ;U ; 53^& 
8M^CDfiSfa^^aSI^ (K^-rn«»4* 
£A>xi4 (ci -cs ) t KP4*>;k sSc 

lM4*>^»T?»«S;h/Cl**. ) ; 

;U*^/U ; BB£M£"tT-aflL flfclM4/\Qy>* 

(Ci - Cs ) 7)[,*-)i,^ (Ci -Cs ) -7;i/3^rv 
r— mxitMlSfcfe^fnl : Bafta***"* 
■f-p^T'B^^ti^ (Ci -cs ) -r;Mr;u. xi4/\ 
a^x (Ci -cs ) -t;u*;u. (Ci -cs ) - 

■rnarcll»**ifc (Ci -Cs ) -7)\,*fl,VS> 

; £t,ttf**Mf. Ri AMdST-fey. R2 *<JtTi5£ 
»LfcfcfcyT?fc4. St&lftitf. Ri MR2 14. 
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W4 % W5 &I^W6^£1/Iwg2 , g3 , g4 . g5 

£ ; 

-Rli. 3itz-Xti<- ( C H 2 ) x N (R 3 ) 
{ILRs I*. (Ci -Cs ) -7i^Jl, ; 

/^xii (ci -cs ) -7;u*n-T*iim2*LTL^ (c 10 

3 -C12) -y^PT^Jkll^fe^K Xli/N 
P>T>. (Ci -C5 ) -7)lr*MZ&-oTmi&2tLtz 
(Ci -C3 ) -7;U3^U ; y^P7i^ 
- (Ci -C3 ) -7;Mr;UTrfcoT. y^P7^l/ 
C3 -Ci2-C^y. fttS&Tfc&fr. XI* (Ci - 
C5 ) -T)\,*)i,lZ&'DTW&£tlXl*Z>t<D ; Xl*2 

[0013] l^9?SJSi1±C3 -cis<z>&i¥H8£i^li. is 
*r*Ji::ii. mHxta>Sli (Ci -c 

5 ) TVU^U. (Ci -Cs ) 7;U=l^>. aD^X 

[0014] m&xS^Sicfi. v^D7;^/k mutt 

v^P^PtfJk v^P^>fik v^O^yJk > 30 
^P^^k y^Pt^fJk Wv^PKfv^ 

(ci -cs ) -rn^;u. (Ci -cs ) -tjuu^- 

/\P>r>. Xl*fc KP*v^a&£;h,TL>£o 

[ooi 5] s«, xi*xe7-7^$zas, 

;k ^rvt^k y;i/7^7>fjk 7^7>f;k 
Stfxtfn [5. 5] ^>T*-;u^^ti^o ffrfBS 
li. ^smr^^^xii (Ci-cs ) -7;u+;ur*l 

&$*iTl^& 0 40 

[0 0 16] 5^t»8M«la>iafQ^^P^Ii. 
lM*£ttLfc#»lfettJMHe. -Slit. XliHJSst'N 
^PfaST'^oT^'rPil^^S. O. XI*NT*fc£t, 

li. f h7t KP77-;k f h7t KPft 

37^—^ hPt'JU, ^/U7fc«J— ^3f^;u*M — 
^«jy-;k tX5v-yk tfp«jyz;k Xli 

47^'jy-^^ i-ep'jyz;k i-e^u 

i -/N^t KP7* tf^;ug. 4~^;u^»j 50 
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[0 0 17] ^§£^^3*1*. «as. xii-«^-c 

*it> (Date's 7" pisi*. ilftrfc^^, XtiGfittf 
/\p>f>. (ci -cs ) -t;u*;uxi* (ci - 

Cs ) 7;un^vT*Sm$tlTt^Tt<fct^o tf^Ll^ 
Wfc^Daii. tf'Jv^ug. t°p-;uS. K-;u 
Srfey, 2 — -o k u jusxii 3 — K u 

[OOI 8] ±Ea (I) dfc^T. #£L<fi. 

Iw2 .W3.W4.W5 2fctfw6 g2 . g3 . 

g4 . gs Rtfgs (D4>&< £4, 1 Oli*^iatt<7>4,<7> 
[OO 1 9] ±ESC ( I ) lCfcl>T. R^S-NR i R 

— Ri ii*#§xt* (ci -ce ) -T^i^us-efcy. 
r 2 1*3* (i) ^^SLfc<t*>yr*fe^o xi* 

-Ri &i;r2 A<^-tt-FtL (ci -ce ) -r;u^;u£ 

(C3-C6 ) -y^P7^HT?fcl>o 

XI* 

-Ri *><7M$tXli (Ci -Ce ) -7^St'^y, 
R2 /l<y^P7JI/^- (Ci - C3 ) TJU^S (& 
•>*P7/MF-^*iC3 -C12) : #*#fttt (C3 - 

Cis) &3t*afi (etui. &g»T?&a^xiijffl&<7)cl: 
py>. (ci -c 3 ) -r/u*;uxii (Ci -c 3 ) 

JUS ; 2 -SjHMi 3 - *f > K 'J $ ft*: Z> x ~;u 

- (Ci -Cs ) -7;U*;UX(* (Ci -C3 ) 7J^ 

[0 0 2 0] ^(^»^Ll^<7)li. 5£ ( I) lZfcl>T. R 
A«-NRi R 2 T'^^iS^li. Ri ^TK^Xfi (Ct 

-ce ) -7;u*jUT*&y. R2 tmX9mtt (c 3 - 

Cis) K*IBS. y^P7m- (Ci -C3 ) -T 

;u*;u (y^D7;u4;u*C3 -ce -e^^o ) xi*2 
-«iM*3--r> kuju- (ci -cs ) -r;u4-;ur* 
$>£><> 

[0021] »^Li^;u^r;uS(i. y^;u. x^;u, 
3?ptf;u. M-fv^pe^&^o 

[0 0 2 2] ±1£^ (I) lCfcL^T. ^flJlC(i. R*<. 

-NRi R 2 T'fcy. ^^L<liJaTCDS (1) - (7 
4) 

[0 0 2 3] Ri ZlVRz CtL^>^^$HfrB^ 

s-. 6-xii7-M^o>iaio^ j rPSi-efey . mco^ 
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[0024] i£ ( I ) T*£g£;h,&cfc5fcRT*^:b£*l 
ttr£L<tttiLT<D (1) ~ (7 4) J^t>g#£ 

(1) ^Pt e ;u7 = y 

(2) ^7 5^ 

(3) -rv^pe;u75/ 

(4) v^>f;u? a / 

(5) 2- (n, N-vxf;i,7 = y) if;u7 5 / 

(6) "Ov;u75/ 

(7) 2-7i-;i/Xf;i7 5>' 

(8) 3 -y JL—JlsZfOtfJlsT s 

(9) 3. 3-v7i-;^ae^7Hy 

( 1 O) 71-^7 5/ 

(11) 3-^DD7i-^7iy 

(12) 4->f;b7xZ/U7iy 

(13) y^P^D^75y 

(14) y^V^>f^7i/ 

(15) ^P^l/7 5; 
(1 6) D^^f;U7Sy 
(1 7) y^P^W7iy 

(18) is? P Kfv/U7 a / 

(19) 2-^fj^DA^^j5y 

(20) 3 ->f^v^ P^4v;i/7 5 / 

(2 1) c i s-4->f;i/V^P^y;i/75y 

(2 2) trans- 4 -^f PA^y^75 / 

(23) cis — 4 — tert - ^f /l/y^P^v;i/ 

75/ 

(24) trans— 4— tert — D ^s^r 

5 / 

(2 5) 4-tKP^yy^P^v^7?y 
(2 6) 2-y^vv^P^vil,7iy 
(2 7) 4-If;i/y^D^i/;| / 7=y 

(2 9) N->f^y^P^y;U75y 
(30) N , N-yy^P^y^S/ 
(3 1 ) X> K-2-y;U7tf;u-;UTSy (XliXyK 

-tfv^ P [2. 2. 1] ^s^^ >- 2 -7 5 

/ 

(3 2) x^rV-2-y ;u^;u— ;uTsy (xiix^y 

-tv^D [2. 2. 1] ^Z?$ >-2-7S 

/ 

(3 3) 1-7^7>^l/7 5/ 
(34) 2-7^7>f;i7Sy 

(3 5) 1 -y;b7^7>f;u7sy 

(3 6) ( 1 R) -7£)\,-)\,Tzl; 

(3 7) (ir) --r V7tOu_;u7 5/ 

(38) Xt°D [5. 5] ^>f*-^7Sy 

(3 9) D^^y^>f;i,7 5 / 

(40) 1 -7^7>f;^f;u7 = / 

(4 1) (2-f h7tKP77-il) /^U75/ 
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(4 2) 2- (N-/ 5^-2 -fcfO »jyU) Ifjl,7 = 

y 

(4 3) 2- (2-fcfU^-;U) 

(44) (2 > K'j;u) /-OU75/ 

(45) n-/^;u (2--f>KU;u) >f^75y 

(46) 2- (3-OK'J^) IWS; 

(4 7) N-/^;U-2- (3--<>K»j;U) If/U7 

5 / 

(4 8) 4- (N-K^;i/tX"Jv3) 7i^ 
10 (4 9) 3- + 3?^'Jyjl/7$y 

(50) l4V-e^P [3. 2. 1] ;*-v**>-2 
-72/ 

(51) tf*>^7D [2. 2. 2] t^^>-2-7$>' 

(52) 3-^PPt^P [3. 2. 1] £ - 3 
-iy-2-75/ 

(53) t'y^P [2. 2. 2] *^*-2-X>-5 
-75/ 

(54) X^V-e^P [3. 2. 1] *^*>-3 
-75/ 

20 ( 5 5) X> K-tfvy'P [3. 2. 1] ^*^7^>-3 
-75/ 

(56) X>K-7-t^tfy^P [2. 2. 1] ^ 
^^>-2-75/ 

(57) X^V-7-mt'y^P [2. 2. 1] 
> — 2-7 5 / 

(58) xyK-h'Jy^P [5. 2. i. 02.6 3 ^ 
*>-8-75/ 

(5 9) N — 1 -7^7>f;i,7H/ 

(60) h'Jy^P [2. 2. 1. O 26 ] ^Zf$>- 
30 3-75/ 

(61) tf->?D [3. 3. 1] /7^>-9-75/ 

(62) x>K-1, 3. 3 - h U / fJLt'y^ P 
[2. 2. 1] /s^^r>-2-75/ (Xfi?x>^;b 

75/) 

(63) (1R. 2S-X>K) - ( + ) tfi/^P 
[2. 2. 1] a,7°^>-2-7S/ 

(64) (1R. 2S-I+V) - (-) fy^P 
[2. 2. 1]^^^>-2-75/ 

(65) (1S. 2R-X>K) - (-) t*y^7P 
40 [2. 2. 1]^£>-2-75/ 

(66) (IS. 2S-I^V) - ( + ) 
[2. 2. 1 ] ^Zf$ >- 2 -75 / 

(6 7) 1 -tX'Jyz;U7 5/ (6 8) 1-tfP'J V 
->OU75/ 

(6 9) 1 -^*trt KP7* e-;U75/ 

(7 0) 4-^>U^U ~;U75 / 

(7 1) 4-^^-^;U7fx'J -;U7 5/ 

(72) N->f^-l^V-fy^ P [2. 2. 1] 
^^y-2-75/ 
50 ( 7 3) N-Ifjl,-l4V-ey^D [2. 2. 1] 



( 9 ) 
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(7 4) N-^D^-I+V-t'y^Q [2. 2. 
1 ] ~>Zf$ 

( I ) <D±l£tet LTI4. fcTFCDiC ( I a ) (Dt, 

[00 2 5] 
Hb 1 8] 




{!L. W2 , W3 , W4 , W5 &l/w6 , g2 , g3 , 

LfctfcU-Cfe^o Ri I4**XI4 (Ci -Ce ) —7 
Jl^JI/efcU. R2 I4IE^»&14C3 -Ci5&*lg&. 20 
XI4 1 — fcf P 'J 1 -t^ij^k 1 

t KPT-tftf— ;k 4-^U7fcu-;K &l^4-^^^E 
U 5-8 fl38<z>IS?0'>>T- p m& 

[0 0 2 6] 3£ (I) 0)±&ifa<Dto. VlT<Dj£ (I 
a) % (lb). ( I c) , (Id). ( I o ) 

(if) &Vizmw#m&iz\t*tit>o>i&t>mizmi&X' 

fe€>o (SL* IiSw2 . W3 . W4 . W5 &tfw6 3£ 

l^l-g2 s g3 , g4 % gs &tfg6 <D'J?tj:< t=b 1 ~d 

*<**ja*a>ia)T:fey. ri *><**xf4 (Ci - 30 
ce ) -7^u*;uT-fcy, r 2 tffaz&mLtzt&VT: 

fey. R3 *<**XI4 (Ci -C3 ) -7)l>4r)\,mv&> 

y. R4 j&<***i4>^;u»-ca&y* rs a^pt^ 
*;u- (Ci -C3 ) -r;Mr;u (Sv^pt^u* 

C3 -Ce T?fe£) Xl4?x— ;u- (Ci -C3 ) ~T 
)i,*c)i, (c;ftl4*iig&T-fe£av xi4*^;uS. 77t 

[0 0 2 7] CtL&a>a#<D»IZ*ttft±««BtLr. 
-Ri *>< (Ci -Ce ) -7il^UT?&*£* % >^;U 

x^;us. ^Pt^S, at/>fv^pe;us*<j?^ 40 
[oo2 8] -R3 t< (ci -cs ) -7;u*;u-cfe& 

[002 9] -#£Ll>gR2 14. 2E3f#|£1£C3 -c 

is&*fs& (z*uiats&-efe£*>v xi* (ci - 
C4 ) ttrc^iu. x^;u. ^ot°;k << 

V^QtfA^lM* t -^jU:J:ot, XI425UM43 

x^;u-. #im4 t p^v;uS. 
XI4 ^;u-i£iM4 h U y *)\ — p ^ v;uS : 50 
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v^pt^- (ci -c 3 ) -t;u*ju& (->^p 

7n,*Mt* C3 -Ce -Cfc^o ) : 2-&lVt3->C 
>K'J^Sft^tLfc (Ci -Cs ) -7;U*JU&: 
2-;&tf 3— f > K'jyuS : fttflci -t*Q'Jv-;k 
l-^tKP7t*t°^k 4- 

^e/u*u-;u % &ou-^*^u*y=;u&-efe£ e & 

-»^LUIR5 f4. isW^S-isfrtTfr. y^D^ 

[0 0 3 0] ±IB^ ( I ) <D±tfLto<D1*l. * ( i ) (7>* 
(D&tf*-*!, *Itf>T*r&T*fe£o 
[0 O 3 1 ] 
[It19] 

R4 X-C-R 




03 



CI 



<ILR4 % X, StfRlixt (I) V9c\zm&Ltztt$V 
T*fe^>o 

[OO 3 2] ^IZR4 **XI4y^;U&T?fe£fr. 

XI* R4 *<**3£lM4>5^ug-Cfcy. xtfS&olg^ 

T*fe£<t#*<4iAT*r&-efe&o 

[00 3 3] R4 *<**xl4*^;uTrfey . 

e^-efcU. RA<-NRi R 2 «ILRi 14**. ijH* 

I4;<^u&. R 2 tt*3S»«ttC3 -Ci5<z>m*2S8. 
XI* 1 - t°n U v>_;u. 1 -'MM* 

U =JUA*&a«*;h,6 5-8 MSKD-^T 1 PJBST?fe 
5o ) "Cfe^^ (i) aMb^lfc. BLXf^r*i^(Omt<n\z 

[0 0 3 4] ^IC$?^Ll>xe (i) (DteCDit-Sm*. R 
4 **Xl4*^Ug-Cfcy . Xtf % - (CH2 ) x 
-N (R3 ) "Cfey. Rrf)<-NRi R2 coto&tf-e-ti 
£>0>J£T*fe&o {iLxfiifPXIil T'fey. Ri I*** 

r*fey. R3 i4**xi4^^^si?fey. R2 14. 

(C;h,(4»S&-efe&Av XI4-XI4-(D/\P>f> 

(Ci -cs ) -7;u*;u&3tiM4 (ci - 

Cs ) -7^a^rvSTS»^tLtl^ 0 ) . XI4I^ 
#)£t±C3 -Cis^m^S-Cfe^o 

[003 5] * (I) fbftft<D5*. * (ii) CDt(D& 

€> t *&-e fe ^ o 

[0 0 3 6] 
Hb2 0] 



( 10 ) 
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X— C-R 

n o 



(ii) 



ill, x&i^Riiit (i) -cfcKSBLfctfcy-cfc 

[0 0 3 7] ftlz. w4 ^;UJ|UMi> h + ylt'fc 
XAMt&<D|g^T*fcy. R*<g-NRi R2 (Ri 

i***5fcuM*/*ju» % R2 ii^#8£t£C3 -cisffi 
tS5St*fe^o ) (ii) <ZMb^&i;Rtf*<Dig*< 

[0 0 3 8] ^Efcl^^XJCli. ^(i i) ©fc^ 

h^>gT*&y. X#g- ( C H 2 ) x N (R 3 ) - 

(xtt-tfpxtti t?fcy. R3 ii7K^xii>^;uST?fe 
£o ) r&y. ra^-nriR2 (Ri \t7kmv& 

y. R2 l£fc|g&:7x^UXI£. — §£UMi— CO/VP ^f> 
H^. (Ci -C5 ) -7JU4rj|*SttlM& (Ci - 

[0 0 3 9] **WlC(j£ofete(Dfiifli<Dfc*^b^r±. 
xC (I) 0Mfc*tt. Rtf^tlbtf^-efcoT. W2 . w 
3 . W4 . WS &t£w6 ; g2 . g3 . g4 . g5 

g 6 ; R4 ; &tfx*<a ( i ) -es«Lfcttey-cfc 

y. Rff-NRi R2 (Ri *<7K3?tsHM* (Ci - 
Ce ) -7J^Hr^y, R2 a<2-i£^fi3--<> 

KU;u- (Ci -cs ) -7;u^;uS, xi*2-Aiw* 
3— { >Kyjt*T?feS. ) OWMo 
[0 0 4 0] &#0>5*>. it (iii ) (D^^&t/^-tt 

[O O 4 1 ] 
[<b2 1] 



(iii) 




{ILXI*3t (I) -Cfcl::£»Lfc<tfcyTrfcy. Rf*& 
-NRi R2 (Ri l&kJR&lM* (Ci -Ce ) -7)V 
*;UT?&y. R2 (* 2 -jftlM* 3 -*T>K»J;U- (Ci 



10 



20 



30 
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-C3 ) -7;Mr;i^. X^2-5£Lx(i3--f > Ky ;u 
£T?&£o ) T&y. W2 3b<A^. W4 tfjt^JUSttl* 

[0 0 4 2] tfTlBiC (I) l:i#£;h,£<b^1&<D5*>. it 
(iv) <7>t0>. &tf^;*x£<Dit£15{Irt<fc& 0 
[0 0 4 3] 
[<b2 2] 



(iv) 



<iu x&tfRttst (i) -esfci^gLfc^fcy-efc 
y. g4 iz&mm*. xi±*?juaim* hy^suj-ay 

[0 0 4 4] it (iv) <7>#£LL^/£«3£ LTI*. 20 
0)**Bl*3&<. 2. 3-. 2. 4-. 2. 5-XI*3. 
4 (ilZfcy. it (iv) <DZ*lh><D&&Ll*±rf(.to<D5 
*». XAMMlZtt^U R^I-NRi R 2 (Ri l±7K 
SMUM* (Ci -Ce ) -7)\,*H\,V3bV + R2 Ii3~ 

[0 0 4 5] Bttttfltelzl*. *^fcttotc^b^<D 
i£. ftl::±IB<7>it ( I ) . (la'), (i). (ii) 
&tf (iii) Jfctf 1= JeTFO) ( I a ) . (lb). (I 
c ) . (Id). (Ie) atf (If) £j£$ia> 

(isethionate ) (DJ: 5fc**MKttS**i*tt£»J* 

[0 0 4 6] tea). «comftl=L/btfoT«.^ftniL 
*b£*8 (I) *H«-r4fc*0a>*aicBM-*. tt^ft 
Ii. T^CDe^y-;u-3-*>U7H>^g|^t*:. Xli* 

[0 0 4 7] 
[<b 2 3 ] 



50 



( 11 ) 
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(Ha) 



W 4 



W2 . W3 * W4 % W5 &{/w6 ; g2 , g3 , 10 

g4 . gs Rltge i&XSlZRi liit (I) V&&Ltz 
[0 0 4 8] SJ]*>. 

•3tHNRi R2 CD7S> (Ri EilfRi l£x£ (I) T* 

[0 0 4 9] 
Hb2 4] 




{&Lh W2 , W3 , W4 , W5 &l/w6 ; g2 % g3 x 

g4 . gs 2fctfg6 ;^t/(CR4 . Ri 2ttfR2 lixt 30 

( I ) T*saL*:£fcy-efc&„ 

[0050] -fijSfC -»75>R3 N H 2 (R3 l£ 




{IL. W2 , W3 , W4 , W5 &1/W6 ; g2 ^ g3 , 
g4 % g5 &tfg6 ;3£t/|CR2 . R3 1*3 

( I ) T*j£mLtz&VT'&Z> 0 

[0 0 5 4] - sUM*. S^x— ;M*X*U/U7^KR 
[005 5] 50 
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[005 1] 
[ft2 5] 




w 4 



{It, W2 „ W3 * W4 % W5 &I^W6 ; g2 ^ g 3 % 

g4 % gs sr/ge :3£r/izR4 si/rs (i) -e 

[0 0 5 2] 
Hb2 6] 




(VI) 



w 4 



ffl.L* W2 » W3 , W4 , W5 2fctfw6 ; g2 % g3 * 

g4 % g5 &tfg6 ;3£tf(CR4 StfRs list (I) T? 
JMLfciyeftS. C<7>4,C&£. ^R2 COCI0H 
**t«BXIMCR2 -n=c=o (R2 list (I) 

[0 0 5 3] 
Kb2 7] 




lit 2 8 ] 



( 12 ) 
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{SL, W2 , W3 s W4 % W5 &tfw6 ; g2 , g3 % 

g4 % gs Stfge ;&tfl:iR4 I4j£ (I) t^gLfc 20 

ffiy-e&y. R3 i47M$£-efc£ 0 Ra 
;^ixrctt*<^^bl^R2 coc i xii-r vvt*— k 

R2 -N = C = 0££l£2tU R3 *<7K^Ja^-Cfe^± 
IB-e^«^tLfc^ (Id) W(Ie)075 K&tfK 

[00 5 7 J 
»b3 0] 




(VHb) 



w 4 



ilL* W2 . W3 , W4 % W5 &(/w6 ; g2 % g3 . 
g4 % g5 g6 ; fttfClR4 14. ( I ) t^lL 

fciytfcy, R' 3 14 (Ci -C2 ) -7i\,*)\,-Qlb 40 

[005 8] • i£lM4. ^&^>#>ixt3gR 5 Mn Xl 
(R5 I45i(l) «|LfcW«Jtt«, X I. 14/XP 



[O 0 5 9] 

»b3i] 

o 




w 4 



[0 0 6 0] »*Lt>*«t Lt, a (I) a>tf^V— 
;U4. iai;Bffitai:«fc o t ixf $7 5 h\ K 

[0 0 6 1 ] «iIIBxx^;H4Berichte, 1887. 20. 2185 
[0 0 6 2] it&m (i) ^ttt>0)^T;uxxxyu 

XlJl^^X^fiU (A I k = CH3 XI4C2 H5 ) £ 

[0 0 6 3] 
[fc3 2] 



( 13 ) 
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CUb) 

I8(DXf7^a) it. 3 (IV) (R4 3£tf(::g2 
3 . g 4 % g5 RVgs list m -eS»Lfriiy-r?& 

tSXfL (X^r^b) . 5fc (Hi ) O^rKxXf^SS 

So 

[0 0 6 4] R4 =HT-fc£«^l::li. 7;u*'J&JSI* 
*?£L< fi:f- MJ^A-c&y. ^rMXf;i/ (ill ) <d 
* (A I k = CH3 ) Bull. Soc. Chim. Fr. . 194 
7, 14, 1098, izft-oXtZS— A^-C^hU^A^ 

[0065] R4 =CH3 Tfe^ii^lCli. 7;U*)U& 
SI*'J^^A^^L< . ^-hXXfJKD^ (III ) 

(A I k = C2 Hs ) (i % J. Heterocyclic Chem. 198 
9, 26,1389, icftoT. x^x-fWt^4rt^f 



g 30 [0 0 6 6] Z(D?37£Vf®m£tltz7)l,l3*)&m& (I I 

y-;HXf/l (II a) 
[006 7] ^tlb^XXf^ (I I a ) ItXlZ. 7)I>13 

[0068] ±tex*— A 1 ICJSL^T. x£ (I I 3 ) <DX 

(w2 2&tfw4 jfr<£^H^ W3 % W5 &tfw6 

40 #7K5L g4 A<tt5RJiK^ % g2 % g3 . g5 2fctfg6 

tKSL a i k# (ci -cs ) -T)i,*)i,x-&> 
£ 0 ) &tf»jc-r*ii (lib) li. ftizm&uit-sto 

UlTCD (M a) XI* (M b) 0>3*l::£So 
[0 0 6 9] 
[4b 3 3] 



( 14 ) 
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XtfitlfO&^-Cfc&iB^ *|gfB(D3£ (la) Izfto 
fcT5Kl*. (Mb) 0)-gffet±mm&. SF£L<l*ig 

[0 O 7 0] 
[it3 4] 




(la, (IU XJi^gfO^-C^^. ) 




tt 4 
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R4 .COzH 




(irb) 

{IL* W2 , W3 , W4 s w5 Sl/w6 ; g2 , g3 % 

g4 % gs Stfge ; tttflCRi . R 2 StfR4 

(I) T?g8Lf:iyt»Mo fitot, JftgfiiS (Mb) 

S^ICftoTSSS^ftf-itHNRi R 2 (D7 5>t 

B»U *§Zm\Zfe'otzit^te (I a) A<^t>tl€)o 
[OO 7 1 ] X*<g- ( C H 2 ) x — N ( R 3 ) — ( x 

&tfR3 i*s£ (i) r*5feic^SLfc«tfcyc&^o ) v 

&&t£. *mW<D:Z ( I b) ( I c) 

[0 0 7 2] 
[it 3 5] 




(lb. fiL. x=!RL<R = R 2 ) (Ic. §L. x - 1 fi.tfR =NII R 2 ) 

{IL. W2.w3.w4. ws &tfw6 ; g2 . g3 , T. ±^Lf:lXfil/ (Ma) *>^fi8^£*L£ 0 

g4 % gs 3ttfg6 ;3£tf|CR 2 % R3 40 [OO 7 3] 
(I) V&mLtz&W&Zo VXTO>**r— A2IC(*^ [<b3 6] 



( 15 ) 
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28 




C0 2 CH 3 



R,COCI 



<ib) 



(Ic) 



iXfib (II a) 0)^^7 5 K (V) ^CD&&li. <w 
itmtJL$S — ^KDcfca^T^U*/— ;U^T?R 3 NH2 
[007 4] 75 K (V) ©75> (VI) ^(DS 

3 -TH Fgft^iS^-r^CtfCcfcortT^tL^o T 

N-C-Ra 





CO-NHR, 



(V) 



4 \ T / 




CH,NHR 3 



(Vf) 

s> (VI) «fc*SL «9^.l*»ffifk«5R2 coc 

I Sfctt-f V*>7* — KR2 — N = C = O <t J5tl£"3~£> C 

<tic«fcor. *«na)7s k (ib) zutmm ( i c) 

[0 0 7 5] MBtUofc, i(Id)»tf (le) 
07 5 K2fctfB*l*. 
[0 0 7 6] 
[fc3 7] 

N-C-NH-R, 



JkXf 




(rd. fiL X = -N (R 3 ) -) (le. fflU X = -N (R 3 ) - 

&yRi=H) 

(IL. g2 , g3 , g4 s g5 g6 ; W2 , W3 , 40 *l«6o 

W4 % ws' &tfw6 ;3£I/ICR2 „ R3 &1/R4 1*^ [OO 7 7] 

(I) -cje^Lfcay-O**. ftlz*&*ifctf7V— A* [<b3 8] 
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30 



R,COCI 



(lib) 




(Id. R 5 = K) 



(le. R- = K) 



jmct " 



NHR 3 R 2 COCl 




R«,N - C - O 



(Id. R 5 ^ H) 



(le. R 3 4 H) 



CVifa) 

K (lib) li. Curtius JSCS. «*.f*. Synthesis, 199 
0. 295l=E«**iT^*J:5lc. eSM^ty7i 

€)T5>lcSE»**l-5 0 75> (VII ) I*, SfcdS^G) 
o?. *JK91(::fjEofe7S K (I d) XttR* 
(I e) iZjSJftStl*. R3 =Htfc§ (I 

d) 0>ia£\ Httft«9R2 COC I <t<DJ5fSlwcfcoT^ 30 2 N H 2 <DS.fciZ&V^ m$k ( I e ) £Hfg|:i*#£ c 

R3 =Htfc|) (I e) 0)4*1*. -f [0 0 8 0] 

Vv7^ — h R2 -N = C = Oi:SiS-r^)Ci:lZ < fcor [jb3 9] 



(Vllb) 

[oo7 8] UMatir, Ra =Ht'fc^i (i 

o) lii^CDSI^IC^orSSS^n^^o R (Mb) 
J. Org. Chem. 1961. 26, 3511. icHJjFSftfcJ; 5 (C. 

(VI Ic) 

[007 9] -fy*>T*— h (Vile) i75>R 



R« 



CON, 



H 



N*=C»0 





CVIIc) 



R,NH, 



(le. R 5 = H) 

R3 tf**JSm-Ofc«<t*» (Id) Rtf (I e) £S3 *;U) £&f6Ls #a*"e» 5 K (Vila) £0)]*. 

■T6feJ6l::l£. ff-»7 5> (VII ) 03*_I*R « % THF*0>BH 3 ta>SJtfcJ:ora5cTr*J:3tt 

ttflsttR' 3 COC I ( R ' 3 = (Ci -C2) -7)\, 50 -ilCDSPCrm— »7==>lz£&T6o R3 *M ^;UT* 
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7S> (VII) $tert — -J=f-)\,V-h-i£ 
*-K (Boc) 2 o. XliaK<hftK0);1^^tS 
£U *tl?tl* (VII a. Z = OtB 
u) % XfiTt^UAT'S K (VII a. Z = H) £&£C<h 
*><#£Ll>o ^IC. 0|;Ll£L i A I H4 T'& 

5c$*U TS> (VII b. R3=CH3 ) £-£;t5 0 

[008 1] ^lC-&TS>li. ^iCltt^Lfc^^lC 
ttoT. 75 K (I d) Rlfmm ( I e) C:g&£;K 

[0082] & (i f) <n*&®\z&'z>tz>7 \->mm& 
it. 

[0 0 8 3] 
[<b4 0] 



32 

<1L. g2 . g3 , g4 , g5 &tfg6 ; W2 % W3 % 

w4 % w5 &tfwe : 3^L^I^R4 Xl/Rs li^ ( I ) ~C? 
-3-*JU#>B (Mb) 3^£>T&<7)X*— ASIZfto 
[0 0 8 4] 

[<b4 i] 



10 




(If. fit, X\tm£&>Hrirt$>t). R = R 5 ) 



aib)- 




COCI 



R 5 MnX , 




(lib) i**aic«feor»*fc»iz«Mk*ti4. 

ft*fi<b$9l£* JtlC* % Tetrahedron Letters, 198 

9. 30. 7369.lce*<D:frSfe£JHl*T. 

>KIL Rs MnXi (Rs list (I) TSBLfctfc 



40 



C10 

R«(«: (If) lc£»£*i£ 0 
[0 0 8 5] »j(D»atLt, ^rh>E§3i<* ( I f ) 
It. JSTF0>X4— A6l::ttoT\ ~H'J;U (lie) £$£ 

t& (lib) *^Ba*ti*o 

[0 0 8 6] 
lit 4 2 ] 



( 18 ) 



*$g8¥06-O73014 



33 



34 



(lib) • 




R 5 MgX j 



HO 




(U«0 



(lib) 14. «x.tfCti*»*^bl*lcJEftL. *l*"CT 
5 >Mb ( N H 3 /THF/7K) U ^t>HfcT5 
^;Lf4. J. Am. Chem. Soc. , 1955. 77, 1701, f::ISi££ 
ttTt^-Scfe dl-tfU y^t^T'CHa SO2 C I 
i)C(t^J:orM7K-r^c*:5^tt*CD^T* (lie) \Z 

[00 s 7] kuju (lie) li. 

3fcf::*r«fc«Kai % *?£L<l4itR5 MgXi <D*T&^ 30 

(If) £4-**o 

[0 0 8 8] C<D^^-Cf9t>*tyc^ (I) 0Mb*1*l4* 
[0 0 8 9] A (I) GMtA***. at»<Dffi»(D^^f# 

[0090] «*.I4. ^titi&. 

[009 1] £(£*<XlftLfcJ:#« * ( I ) (DitSM) 
14. -£-*it><7> 1 OCDi£a>J&ag. a«lft»*f3l* % 01*14 
*»*XI4i/a^KtttLr*«l**i«o -<D*§^ # 

ifjl/7i>0(i:5^5^7^-X (mineral base) 50 



rtlM**«*S-C**rr*a&v XI4KIM- hU*J**l* 
I4»M*U^A. XI4fi«»^K'j^A*LM4M»»* 

£><> 

[009 2] SHNRi R 2 07 5>lt 

[0 0 9 3] C^^><7)TS>C0»^LI^ICI41UTIC^ 
Z tit- o 

(1) tf*>^ P [3. 2. 1] t^^>-2--f;U7S 
>: C*U4. H.Maskill^. J. Chem. Soc. Perkinll, 1 
984. 119 . Ictto-CBMStl*. 

[0 O 9 4] 

lit A 3] 

NH 2 




(2) tf^P [2. 2. 2] >-2--f^7 = 

> : d^L(4. R.Seka^.Ber. 1942. 1379. IcttoTHSl 

[0 0 9 5] 
[ft44] 
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NH 2 




(3) I>K-&tfl4y-fy^P [3. 2. 1] * 
5*>-3-<<)i,7S.> : Ztilt. H. Maski 1 1 «. J. C 
hem. Soc Perk in Trans II. 1984. 1369 . CztfcoTIS 

[0 0 9 6] 
[it A 5] 

r 



(4) X>K™Ri;x+V-7-ev^P [2. 2. 
1 ] ^^>-23-<^75> : Ztiit. W.L Nelson 
J. Heterocyclic Chem. , 1972, 9. 561. left o Tig 

[0 O 9 7] 
[<b4 6] 

O NH 2 - 



10 




20 



(5) l>K-h'jv^D [5. 2. 1. 02.6 ] ^ 30 
>-8-75>: Cttli. G. Buchbauer 9. Arch. Phar 
m.. 1990. 323. 367fzftoTi8S&£*t£. 

[0 0 9 8] 

Hb4 7] 




NH 2 



(6) X>K-1. 3, S-h'j^^Ut'v^P [2. 



40 



2. i ] ^.y* >- 

I 9. J. Am. Chem. 

[0 0 9 9] 
[<t4 8] 



2->r;urs> : 

Soc. 1951. 73. 



Ingersol 
3360 KttoTB 



CH 



H3C 



NH 2 




CH 3 
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(7) 3->f^v^D's^y^7H>: ^tilJ, Sin it 
h 9. J. Org. Chem.. 1952. 17. 294. (CftoTSgg^ 

[OlOO] 
Hb4 9] 



NH 2 
CH 3 ' 

(8) 2. P^v/17 5> : Ctl 

I** Cornubert 9. Bui I. Soc. Chim. Fr. . 1945. 12. 3 
67 . iZft-oTfflmZtX&o 

[0101] 

Hb5 0] 

CH 3 



NH 2 




(9) 2-> h^ixv^Qfc^iWUr^V : dftli. No 
yce 9. J. Am. Chem. Soc. 1954. 76. 768. KfifcoT 

[0102] 
nt5i] 




NH 2 



OCH3 



(10) 4 S > : w*Ll£. A. 

Shirahata 9. Biochem. Pharmacol. . 1991. 41, 205. 

[0 10 3] 
[fc 5 2 ] 



H 2 N 




CH 2 CH 3 



(1 1) tfv^D [2. 2. 2] ^ $ - 2 -X> — 5 



-7S> : CtUi. H. LGoering 9, J. Am. Chem. 
c. 1961, 83, 1391 , lcftoTiggl£*l£ 0 

[0 10 4] 

Hb5 3] 



NH 



So 




(12) N-IfJU-1-7^7>^U7S>: Ztl 



( 20 ) 
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it. V.L Narayanan if. J.Med Chem. . 1972. 15. 44 
3. IztSoTgaS^n^o 

[0 10 5] 

Ht54] 



NH-CH 2 -CH 3 

(13) h'Jv^P [2. 2. 1. 026 ] ^^f^ > - 
3 ->fiU7S >: CtUi. CMuller^?. Chem. Ber. . 19 10 
65. 98. 1097. lz&^T&®2txZ> 0 

[O 1 O 6] 

[4b5 5] 




(14) N-yf^-I^V-t*y^P [2. 2. 1] 
^>-2-<^7 5> : Cttli. W.G.Kabalka 20 
Synth. Commun. . 1991. 20. 231 . C:t£oTI@g!£*i 

[0 1 0 7] 
[<b5 6] 




75>R3 nh2 \*mmm\zA^*jmT'&z>f>\ 30 

[0 10 8] i^bfeR2 coc IliflMlCAf^ 

[0109] -< V *>7^ — h R 2 -N = C = OgSHM 
<7>£J£) „ ^C^{i^CC:-r€»K^t) (Curtius $c&) 'j>$Q 

(Djj&iz & o -c mm z ti z> . 

[0110] **^(c^ofc^b^«sli. 4ft*«KBi: 
tt£*l£o 40 

[0111] <t*fe ( 1 ) atfa«jft»*tt-t*t&(D* 

li. Devane^* Molecular Pharmacology, 1988, 34, 60 
5-613 lcBB**nfc»ftfrTT?fr«:fe*L*iailzfcL^ 
T\ in vivtoTJ:*j>-J-tV-< KHr^- fcAftttftft 

[oi 12] *fc, *§zw\z&L^tz4t£m*. mtz&iz 

©fcli. Roselt^ Acta Physio log ica, Scandinavia, 19 
75, 94. 142-144 StfNicolau Arch. Int. Pharmac 50 
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odyn.. 1978. 236. 131-136 ICtfcoT, ^En^E v h<D[a) 
[0113] *SgEl::t£ofc*b#&li. -»lz«#*J* 
[0 114] ffle»^«*ttli. »*L<I*. Sttift» 

[0 115] ftoT. ffeCD^O^&lCLf-^oT. 

hi*, a (i) 0Mb#*. atfai*«i=»»**i«*fl!) 

[0 116] -±E* ( I ) <Dfl:*«BatfIS*ttl=lt*aF 

7ASfcUO. O1^b1OOmg0Bfflt, »$L< 
l±2. 5^b5 0mg/kg(Daffllt^ffl$^5o t 

ttlHSfcyO. 5*>b4000mg, cfc l J^L<li 
2. 5^b10 OOmgft^bt^o 
[0 117] gP, ST. «T. ffiMPk MM* « 

&5-<Dtz#><Dl&m* ST&tf^T&S^fcakOJJSSg. 

T. ffiMPK MM. sUMi§g*&4-a>*:tf><D 

[0 118] **WO)»5*Mtt«ttlz*5l*T, Stt*» 
H\ -tt:U4I»ttafe«0. 5^b1 000mg, 
»*L<li1^2000mg <DTOESttrt#*** L 

[0 119] ««ia)^ffi-e@«:fflffi«!i$8B»*r^ii^. 

[0120] -tf^^>*7f-tr;ucD^ST*a>SgSqii. gtt 

* ^ ^ > * Zf-k Mz& a-t & o 
[0 12 1] *>P!y^XI*xg^r->;ua)»»a)»*ltt. 
»*L<I4. AP'i-O^E^m RfiR&Ji: LX<D* 

[0 12 2] *^«t4<Dt»^X(i^Mli. flUWMiM* 
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[0 12 3] &it\£z>z3 7'<$-5Utzfa 

[0 12 4] !M£D. *KrtXI*ISrtS-^li. sras&w 

[O 1 2 5] qRAlc^^^t*. «ittf* MJ^7PP7 
;U*P>$>. y^PPf K77;i/tPx5f>, 10 

[01 2 6] * LiarMiii i &± 

[0 12 7] mx-ita-. 0-JL\tr 

-mhux 2-tKP^peji — 

[0 1 2 8] **a-Cft***ttcSC ( I ) 0Hb*ttl*« 

ifiu era. fiitttftjftia. mtfo^otsmiz&mzti 

[0 12 9] JSIT(D«I*. **W£«St4A<, #JEB£ 

[0 13 0] £jftft(D||tdu XI*»*A (m. p. ) 

I*. ^e^'J-^-CTottoii O&mvX&Ztitzo 30 
[0 1 3*1] 3fe^it7 5>fl)it>ft7-I|$ 
(enantiomeric excess; e. e. ) li. J. Org. Che 

m. . 1969, 34, 2543, ICftoT. S ( + ) (Dir>t- 

<7)K (Mosher's acid ) <T>i&it1to£<F>m.fe<T>WL. 19 F 

NMRTr^Lfzo 

[0 13 2] ItiS&Jg (optical rotations ;. [or] d 

[0 13 3] 
HUM] 

S8S 40 
A. 75> NHRi R2 

1. (1R. 2S-I>K) - ( + ) -t*y^P [2. 

2. 1] >- 2 --OUT £ > 

(1R. 2S-I>K) ~ (-) -fcfi^P [2. 2. 

1] ^:7*>-2-:*jjU7K>l££Tetrahedron Letters. 

1985, 26, 3095 dttoTHatt Lfc:, 

[0 1 3 4] Xlz. J. Org. Chem., 1961, 26. 3511 IZ 
ttoTfTfcfcttSCurtius Sf^l^«fcoT^*;U7tC>^$ 
*Jj£"f & (1R. 2S-i>K) - ( + ) -75>l:S 
SLfco 50 
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[0 13 5] 

[Of] D » =+1 3. 4° (c=1, EtOH) 
o. e. >95%, 6 ( C F 3 ) =6. 67 p p m 
(CF3 CO2 HZmmiZLtz) 

2. (1R, 2R-I+V) - (-) -t'y^D [2. 

2. 1] ^Z?$ >- 2 --OUT H > 

ffeCO0iT*§|SLfc (1R. 2S-X>K) - (-) -tf 
v^P [2. 2. 1] Is- 2-t>)i,7fs^M£J_ A 

m. Chem. Soc. , 1983, 105, 950 \zft-oX ( 1 R. 2R 
-x+V) - (-) MtettdS&U ^v9t<omvnk 

Ltz£o\Z*$m?Z> ( 1 R. 2 R-X^V) - (-) - 

[0 13 6] 

[0f]D»=-17. 7° (c= 1 s EtOH) 
e. e. >94%, (±EtH«»Z»S Lfc. 5 (CF 
3 ) = 6. 8 1 p pm) 

3. (IS. 2R-X>K) - (-) -tfv^P [2. 
2. 1] ^^>-2->f^7S> 

(IS. 2 R-X> K) - ( + ) -t'v^P [2. 2. 
1] ^^^>-2-*;U7t?>K$Tetrahedron Letters, 

1989, 30, 5595 KtfcoTsSS U ftl^ftCMILfe 
£5lc*ti£-r£ (IS. 2R-i>K) - (-) -75 

[0 13 7] e. o. >9 5%. (±ffi «t L 
tzo 6 (CF3 ) =6. 62 p pm) 

4. (IS. 2S-I+V) - ( + ) -fy^P [2. 
2. 1 ] >- 2 — fJU75> 
SfeO>«-CH»Lfc ( 1 S, 2 R-X> K) - (4-) -M 

J. Am. Chem. Soc, 1983, 105, 950 (c(j£oT (1 

5. 2S-X4V) - ( + ) -m\±&\z&WiLtzo x\z 

^tlZftiZmm Ltz&OlZttfc-fZ (IS. 2S-X* 
V) - (+) -7S>l:$ftLfco 

[0138] e. e. >94%, (±E fcWf ClftC L 
f: 0 (S (CF3 ) =6. 9 1 p pm) 

5. I*V-3->DPe»»-P [3. 2. 1] ;*^7$ 
- 3 -xx;u— 2-75> 

0. 4 g 0PtO2 6. 1 g<7). J. Chem. Soc. Pe 
rk in Trans. II, 1984, 119 r=«fcoT»*4tf;:X*y- 
3-^PP-2-7vKtfy^P [3. 2. 1]*^* 
-3 -X>C06 0 0ml X^ y — )\,RXf6 Om I (D? P 
P*JUA»«fcUn^Lfc D 4/<— )i, (bar ) „ £S(::*5l* 
T7yKI^^t§$t\ *5)Hb£/<— ;U (Parr) (7) 

$x/<tku-kl. iatiji/-ju/cHc i 3 a* 

tfe^&IMlL. O. 4 9 g CDf9rMa>7 

[0139] M. p. >24 0°C 

6. N-X^U-X^y-fcfv^P [2. 2. 1] 
£ >— 2 —OUT H > 

6. 1. N-7-tr^U-x4-V-t:->^ P [2. 2. 
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1] ^Zf$ > - 2 - -OUT ^ > 

3. 50ml(0M7tf^tt;iOml CH2 CI 
2 0°ClZl%VLtzS. OOg(Dl + V-t*y^ 

P [2. 2. 1] >-2--fJI/75 >&tf6. 9 

Oml0h'JIW5>$tt;5OmlCH2 C h 

1 0 0m I (D7K*(Cfclt. 3f«»£$mL. 5%HCI 
TKjSSL Sfcl^T'ffifQNa C I 7k&&V7frfr L tz a M 
g S04T*ft&Lfc:&. ?§^^X/<7KU-hL. 5. 8 

0 gOmmOT-b K7H KSf#fc 0 10 
[0 14 0] M. p. =12 8°C 

6. 2. N-Xf;U-I^V-t*y^P [2. 2. 1] 
^Z?5 >- 2 — fyU7i> 

5. 10 g<D±lB(DR#{*£#<t;3 Om I CD T H Fi£?& 
0°ClC^^>Ltc2. 1 8 g(DL j A I H 4 £#t;3 
Oml THFgSiaicSTL, *l*-C«*»£8B$Ha 
35L^o C*t£* 2. 2ml(Dt #1^2. 2 m I <D 

1 5%N a OH7Kj§jft. ^l^T? 7 . 5 m I (D^CC. 0°C 

»ju BatfBfcSTHF-eftfLfc. aasx/^u- 20 

K U ^i:»Si 5 Om I OlfJH- f;u:»of:. 

CCDX— ^f;Uj§j$£5%HC I TttfcBU f#**l*:7kJf 
$30%NaOHT?WL, 3fclCX*-A,X— riUl*aU 
Lfc„ Mx-^;u^?$$iafQN a C I 7k**T?ft*U 
MgS04 tftiL, X/\tKU— h Lfc&* 3. 82g 

JBU HC I ^fXC0^*x^;ux— =-;u-§jftt?^L. 

sfesassfco co)^a)^a»jL. ifju-f^T 

*»U K2Tt*K«Lt, 4. 1 6 gCDfifr^cDT 5 > 
(D«i8S»fc. 30 
[0141] M. p. = 1.4 5°C (»») 

7. N — (n-^Ptf^U) -I^V-fy^P [2. 
2. 1] ^^>-2-f^75> 

7. 1. N-^Ptft^-I^V-t + y^D [2. 
2. 1 } ^Zf$ >- 2 f^75> 

[0 14 2] 7. 2. N- (n-^Pt°;U) -X^V- 
fcfv^P [2. 2. 1] >- 2 > 40 

CCD7HX*. ima^ffll-eK^LfcN-x^^afiltt:^: 

t 2 0/iPr2 Oa^«B*|ca3L\r. H C I t 2 

[0 1 4 3] M. p. =2 3 0°C 

8. fcfv^P [3. 3. 1] /f>-9-^;U75> 
8. 1. tv^P [3. 3. 1] S±^-9-7tls it 
*A 

i. 8 3 g <Dt kp*v;u75 h y 

^A£#t;2 2m I 7KS£&£. 2. 4 3g(Dt^D 50 
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[3. 3. i] y^>-9-*>£#t;* 
il^$)£x^;ux— ^;UT'te£fc L. *r&g£fi&fQN a C 

i 5%Na2 cos fcmfc^ 

U MgS04 T'K^L. X/<tKU — h LT 3 . OOg 

[0144] M. p. =151 °C 
8, 2 fy^P [3. 3. 1] 9 --out 

O. 2Og<0PtO2 1. OOg0t+yAJtt; 
250mlI^;-at;4mlCHCl3 5S»lCJtax 

fc„ 6/\— iat/<- ;u<D3$Bi-fct^r**Hbs i 

*$SSlbLTO. 5 5 gCDfifrM0>7H>(7)i&&i&£*# 

[0145] M. p. >240°C 
ffll 

N — (2-7y7>fjL,) -1- (2, 4-y^DP7 
x^;U) -5- (4 -0 DP^x ~;u) - 1 H-tf^V 

— ;u- 3 = K 

[0 14 6] 
Hb5 7] 

(I) : w 2 , w 4 =: CI ; g4 = CI ; R4 = H • 



-X-CO-R - -CO-NH 




A) 4-^pp^>!/-r;ut°;ue>K>^;uo^- hU^ 
A£ 

1 2 g<D^ h U ^A£2 5 0ml CDfttTfc* $ y* — 
MLtzo X\z % ;£]££1 0°CUiT(::&*> 6 4. 6 
m I <W4-^nP7t h7iy>W6 7. 1ml <7V> 
i^|£vX^;U<Z);1£ta£^t;6 0 0m I <Z>> £ S — ;U 
£AD;ltc 0 ^(CSI^;1^^^-C?3^rBl8I^L. CCD 
& i 'J ? MUCDtt«x— ^;u$Ap*fco 2 oflf B 13t#£ 

U K£TC:$£&LT7 4. 6 gflOBffaO)^ hU^AtS 

B) 1- (2, 4-i?^PP7i-;b) -5- (4-? 

pp?x - i H-t°7 v /— ;u-3-*;u7fOK> 

2 6. 3 z<D±tclV&Z>ixtz-)- MJ'y'Aig&tf 2 3. 5 

gCD2. 4-y^PP7i-;i/t K7y>ttaam 
2 5 0mi ft»S8«*$4«Ha3SLfc 0 

&£2 5 O gCDJKKfclf. »**lfc*Sfl£»»IU tK"C 
&#L. JI^T LT. 2 6. 3gOXXf^ 

fee 

[O 1 47] M. p. =16 7 °C 

C) 1- (2. 4-v^PD7i3) -5- (4-^7 
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P P37x ~;u) -iH-t7 % ;-;u-3-*U^K 
3. 7 0g(7)KOH$tt3 5ml*M*. ±T**#* 
Ji/cXX-t^MZ) 1 O. Ogftt 4 35ml>V-^ 

1 OOm I a>*lcfett\ %(,*7?5%HC I Tfcjg&r cffa 

^L. JISTIC^LTQ. 5 0g«ff:, 
[O 1 4 8] M. p. = 1 8 5°C 

D) 1- (2. 4-v^DD7i-^) -5- (4 
PP^x-;U) -1H-t77Hl/-3-*U:>^ 10 

5. 8m I (Dtt<b^*=JU* % ±X-mt>tLtzM(D9. 5 

o g mioomi h;un:>Si§^iz^a^. 

l*T51;t£ 5 Om I <D hibx>iz»y % jg$g£HJgX7* 
?KU-hLT&l*T (Z(D*]IHS2lHl«yfiLfe. ) . 
8. 2 8g0|MSifc e 

E) N — (2-7^>f;U) -1- (2. 
D7i3) -5- (4-^DD7i-^) — 1 H — fc° 

7 V— ;i 3 - * yUTt^-* 5 K 20 

±T?»£*lfc»£<b«3<D0. 5 O g 1 Om I (DC 

H2 Cl2 0°CIC^LfcO. 3 0gO7^7 

>^>-2-75>^M0. 41ml0h'Jlf 

;ur = >£^<t; 1 Omi(DCH2 c 1 2 »»lcaSTL 

fco «t^Ta*»$sa-c 1 6Sira«»L. ^i:3o m 

5%HC I 7K. 5%N a 2 COa 

*I^TIS»N a C I *iS«T?Bl^J*;*Ltco Mg S 

f&^>-tr>j^*$3S<bL. O. 3 2 g 0>afel£g£f# 30 

fc. 

[0149] M. p. =2 0 3°C 

mz 

N- (t rans-4-t Kn^vv^ □ 'N^vAO - 
1- (2. 4-y^QP7i-jl) -5- (4-^PP 

?x-;u) - i H-t?= V— ;u-3-*;u**-9-5 K 

[0 15 0] 
[<b5 8] 

(I) : w 2 , w 4 = CI ; g 4 = CI ; R4 = H ; 
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A) trans-4- h'J>f ^y'J^VV^QA 

1. 8 5mKD^DDh'J>f;Uv7>$ttCH2 C 
I 2 0 fl CU»aiLfc2. OgCDt rans-4 

-t KP*i/->^ o a*->^7 5 >«B(8&tf4. OS 
ml(DMJlf;i/7?>m20ml(DCH2 CI2 

JlD*##U ttttJL^o 5%Na2 CO3 

SSfON a C I *»a-CJR*a» Ltz 0 M g S O 
4 T?fc«U S«*X/N7KU-hLfc«. 1. 4 3gO 

B) N — (t r an s — 4 — t K P>n^> 
JU) -1- (2. 4 -V>0 PP^x— ;U) -5- (4 - 

^ pp^x -;u) - 1 H-e^y— /u-3-*j;u7t-c^ 

£ K 

«i d) icfitor±T?n»**tfcM*^b«ja>o. 60 g 

t*t? 1 Om I CDCH2 C I 2 % OtlZ^fflLfc 

O. 35g<Dt rans-4 - h 'J ^ f ^y'J^t+V 
V^P^i/^7S>MO. 3 2m I <D h «JIf;i/7 
5>£#tM Oml0CH2 C I 2 j§«(C®TLfCo M 

I 2 T'lfifciiLfco f«li^5%HC I &tfg&«]N a C I 
*i§5fc-eJH2fc2fc;$L. MgS04 T?ft*L. x/'v^u— 
hLfco fi4fiKMl5ml0THF(:ML, 15m 

i (05%hc i £c<7>;S?fci::Jja*_. Xftttfi 1 ttlUMJttt 
MgS04 T*$£J£U x/<^u-KL. C H 3 O 

Hftt&MHtLT* o. 2 0 g<Dmm<Dtz^*s—)i,&m 

tz 0 

[0151] M. p. =209 °C 
UT<7)& I ^f>XII lcE«LfHbd*S. J2rFG>«A|c 
^LfcMXI*xx^;U^«:^^±ia(7>^ 1 (D^lllfcj; 
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J=5Hz,CH 3 ) ;0. 91 (3H. t. J = 5H z. CHg) ; 1 . 41-1. 69 (12 
H. m, 6 CH 2 ) ; 3. 4 3 (2H, t. N'CH 2 ) : 3. 6 6 (2H, s. XCH,) ; 7. 0 
6 (1H. s. Hb"7V-M ; 7. 29 (2H. d. J=8Hz. Har) ;7. 49 (2H. 
d. J=SHz. Har) ;7. 6 2 - 7. 7 7 (2 H, m. Har) ,7. 92 ( 1 H. d. J = 
2 H z, Har) . 
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NCH 3 ) J4. 40 (1H. t. N'-CH/fc^fl/) ; 6. 90 ( I H. s. Hlf?'/-^) : 

7. 23-7. 31 (2H, m r Har) 17. 71-7. 77 (5H, m, Har) . 
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N H 
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B) 1- (2, 4-v^7PD7i-;i/) -4-^^;u- 
2uutK>&x^;u 

C0ixf;ut ±r^t>tLtcU^^A^^t>^ i b) 

* IS & & I C £ O T « K £ *L £ o 
[0 17 9] M. p. = 1 0 5°C 

C) itSto 1 5 3 

e;ux-"-^f;u^^o^S-C«S!-r^Cc!:lcJ;or. 09 
1 C) % ID), W1E) i:^<7)^r*±IBxx^ 

[0180] M. p. =19 0°C 
J^T<7>aXllllClB«LfcT5>(*. ±IB(D^I1 5 3(Df 

STLfcc -7 8°Ct3 0^L/c^ 9. 16ml [0 18 1] 

•Ova^ByXf^^SOm I 0X- JU;§;fc£iE [^27] 



«|153 

N- (2-7^7^) -1- (2. 4-y^PP7 
;U) -4->^;U-5- (4-^PD7i-jl.) - 

[0 17 8] 
[<t5 9] 

(I) : ; £4 - Cl ^2' vv 4 = CI ; R4 = CH3 ; 



-X-CO-R -C-NH 




O 

A) 2. 4-5/3MrV- (4->7DQ7x-;U) 
X^;KDiJ^ZJ£ 

^^^^;Uvv5-tf><7>U^^A^^^t;i . OM0 
THFM60m I J 2 4 Om I (DMx-f JUl^A 
Lfco jS^^- 7 8°C[C#£PL. IO. 12g(D4- 
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n- [i- (/<=?- h g;u) -5- (4-^pp7i2 
;u) - i h- t:^/— ;u-3-*r juy t;u] -N-y^ 

[0 18 2] 
[<t6 0] 

(I) : g 4 = CI ; w 4 = CH 3 ; R4 - H ; 

I " 

X-CO-R = -CH 9 -N-C- 

~ II 
O 

A) n-> ^yu- 1 - (p-h'J/b) -5- 

P?x - 1 H-e^l/— ;U-3-2j;U7t-;*-9-£ K 

O. 50g(Z)1- (4->^;U^x— )V) -5- (4- 

pp?x~;u) tf^l/— >u-3-rt;u;t-;>&£lb!fe3£ 
tt;5m I OCH2 C I 2 1 O Om I <D> ^Jl/ 




50 



a2 CO3 + AcOE t (DSI^felcSfcofco ^Jf^T* 
2>>^— >3 >L. tSfQN a C I *?g&T*&;*L. Mg 
S04 T-$£*£L. »)l$i/Wl/-hUtB«lfc. SI 

u jistick^lt. o. 4 4 s o>mm<D-rs. K£i# 

[0183] M. p. =138 °C 

B) N-y^;U- [1- (p-MJJU) -5- (4-<7 

pp7i-;i^) -iH-e7*;-;i/-3->fjH y^;u 

8. 7 6 g<D±X*mz>tltzTZ >£^t;2 5m I (DiS* 
THFM^ BH3C01. 0MTHFM75mllC 
0^f>5°C(DP^(D^JSr^TLfco SC^ig^^^M^fC 
MLfritL 1 6B#RI]jg^Lfco ^IC. 18m I CD 

6 N H C I £*;§T*^I3] Lfc*<*JlD*.*:o 1 
SHUl*SaT?«»L. #a>T-THF£®£U &;S£X 
STlC;Ba§L^o SfclC, £C&;1^1$3£. NaOH0^l/ 
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*v htpH9^1 00)7)1,1) UttlCLfc. KKlf^-C 
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Hz Cl2 /CH3 OH 97/3 (v/v) £fflL> 

v'Jrt^JU (300g) 0*7^^707^77^ 
— dAW*. 6. OgO)TS>^f:, 
[0184] M. p. =8 5^C 
C) ib^fel 5 9 

O. 6 2m I (Dh'Jlf ^75>, <fcl x T?0. 2 3 g CD 
V^PA4t>KiM^5ml(DCH2 Cl2 % 10 
M*0. 46gO)±ie7S>mMOm)CH 

2 C 12 fcaicjtaitfc. i 5»BiatJH*Lfc», £ 
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96 
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gS04 ^ULT, *I::»«£x/<jKu— HLTBfcl* 
fco a±tt«9£. iltU»i:Lrh;n>/AcOEt 

70/30 (v/v) $ffli^r->y*y^ (25 g > <*> 

*7Al:^ltfco ft*tt£jfttt0B&€JCSTl::aiR 

u aats-f v^pe^x-f^bSjgSL, o. 3 
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?' 








V5 NO. 


v xr f v u D 

II 

o 




W4 


F ; °C 


175 


-CH 2 -NH-C -NH-^^-CH 3 
O 


Cl 


Cl 


120 


176 


-ch 2 -n-c-nhh(Q^-ci 

CH 3 ° 


Cl 


Cl 


157 


177 


■CHvNH-C -NH— <(j>— CI 


Cl 


Cl 


157 


178 


CI 

-CH 2 -NH-C -NH-^) C ^* H 3 

O 


Cl 


Cl 


138 


179 


- CH 2-NH-C-NH-^)^C1 
O 


H 


CH 3 


183 


180 


.CH 2 -N-c-„„_(g)_c, 
CH? 


H 


CH 3 


148 



ft»Lfc*. MgS04 rft&U ?§^^x/<7KU-h 
L7c 0 ffi±f£1$5£* rSttiitti: LT C H 3 OH/CH2 C 
12 1/9 9 (v/v) Jffit>t70-230^7V 

1 . 09g 0>^MO£j£!B3£*#*io 

B) 1- (2, ;U) -5- (4 

1. 0 9g<D±IB±^^. HC I Srt&fQ <5?"t£f:: 2 O m 
KDEtOHiliSCML, 5 0%lz#8?LT. JSt&il 
AW*2B»MSSL/=. *U*«t*x/<7Ku-hLT» 

*i*«»JL. JlfflT^ft«L-C. 0. 5 5g0)«i«£ 

C) <bd* 18 1 

O. 11ml <Dis<? n^4rV>l3)\,7$>Mt&itto£'£t; 
2m I (DCH2 C I 2J§?££. 5fe©«-e»f>*tfc*B* 
O. 20gM0. 1 9ml(OHJXf;i,7 5>Stt s 



« 1 8 1 

N — [1- (2. 4-^DD7iz;H -5- (4- 

^00713) - 1 H-tf^V— ;u-3-<;u] 

[0 19 4] 
litS 2] 

(I) : g4 = Cl ; w 2 , w 4 = Ci ; R 4 = H ; 



-X-CO-R = -NH-CO 




A) N — (t e r t - ^ h^ri>*;U/t-:^;U) - [ 1 - 
(2, 4 -v^ DD^x ~;U) -5- (4-^DP^x 

3. 25gfl)^1C) l:«£otib^:1 - (2, 4 
-^DD7i-^) -5- (4-^PP7xZ;i,) — 
1 H-tf^V— ;U-3-*;M*>K. ^t>T? 1 - 32m 
KDh'JX^7 5>S, 2. O5ml0y7i^ 

x*'J/UTv K££<?4 Om i (DM* t -7$ s — ;u;§ 
iSdJrax.. JR(Ba«*SB*TT» 1 2^reia3itLfco ft 50 
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5 m I (DC Hz C I 2 i§?SfC^STLfco S^T?2 4 B$[B] 
«!$L*:&. Sp^$5%HC I 7ks8?{£« 5%Na 
2 COa »lvdMDNaC I 7K»»TM1^3fe^ 

U MgS04 "CttJfcU ?8$I£X/\7KU-hLTRSH* 
f:. f§±fi£&£ i P r 2 Oa^JggftL. 0. 1 2 g <D 

[0195] M. p. =213t 
011 8 2 

N-> ^;U-N- [ 1 - (2. 4 - P P^7x 
-5- (4-^PP^x->U) - 1 H — tf ^ V — )V— 3 

[0 19 6] 
[<b6 3] 

(I) : w 2 = w 4 = CI ; g 4 = CI ; R 4 = H; 



-X-C0-R = - 




A) N- [1- (2. P ^x— ;U) - 5 - 

(4-^ pd^i-ji/) - i H-e^y— ;u- 3 --r 

0. 5 O g<D. 5fc(D0|-C?f#f>tlfc 1 - (2. 

P^x— ;U) -5- (4-^PD7i-Jb) -1H-fcf 

illfc&tfO. 5m I <D^7K^CD?l^^lC/>*ro^^ 
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L. Jt^TlC&Jg^ttT. 0. 4 9g0)^ia)tW^7 

[0197] M. p. = 1 8 1 °C 

B) N->^;U-N- [1- (2. 4-v^PD7i- 
;U) -5- (4-^QD7iliH -IH-t^^ 

- 3 ->r;u] 75> 

1- 15gCD. 5fe^T*»t>4xtc^;UATS K£#tM 
OmKDi^THFM^, LiAlhU 0. 2 4 g(0 

10 4 om i mtkt h FgiSiaui^-caTL^c a 

£«5£2 0$*g3£L. 0°C(c^Lfco ;1^^0. 2 
4 m I 0)7k. 0. 24m!01 5%NaOH. <fcl*"tr 

0. 7 2ml <D7Kt?Jn]7K#fl? Lfco 2 0#SS-C«t*L 

1. 0 2 g<Dfftm<D7Bi>£mz 0 
[0 1 9 8] M. p. =15 7°C 

C) itS®) 1 8 2 

20 091 8 1 C) (D^dlC^oT. ±'C^t>ttfc7 r S>*T 

75 K&fffc. CtDtOI*. LtA c O E t / 

h;UX> 7 : 9 3£JBl>T\ v'J**7A^P7 h 

[0 19 9] M. p. =6 5°C 

[0 2 0 0] 

[3*33] 
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mxvu 



N-C-R, 




ad) 



M No. 


*3 


R2 


F; °C 


183 


H 




284 


184 


H 




291 


185 
186 


H 

CH 3 j 


1 

H 

' CH *-<(^ C1 

o 


164 
127 



C91 8 7 

N->^;U- [1- (2. 4-v^PP7iljH -5 

- (4-^pp7i-;I/) - i H-tf^V— ;u-3--f 
— n ' - (4-^pp7i-;i.) JSSJt 

[020 1] 

Hb64] 

(I) : w 2 =w 4 = CI ; g 4 = CI ; R 4 = H ; 



30 ^188 



•X-CO-R = -NH-CO-NH- 



09 1 8 1 B) V&t>tltzi&Mi&£<PftTt&^tlZ±<oT 
*#t>*l&0. 4 O gCO 1 - (2. 4-v^PP7i- 
;U) -5- (4-^PP7i3) - 1 H-t°7 4 ;-^ 

- 3--OU7 5>£^<t; i 5m I o h;ux>5fS-$ic. 

2 2 5mg©4-^PP7i-;K Vv7^-h$Jn^ 

fco S£1&£4 o°c-e 1 mutml&L. ^i^ISti 6 

»U K35T-e$£<SLT. O. 4 6 g(D^rMCDJ^^^^ 
[0202] M. p. =21 5°C 



50 



N- [1-.(2. 4-^PD7i-;b) -5- (4- 
<7 n-Jl,) -1H-t 0 7l/--;i/-3H/H - 

n' - (i-t^v>^;u) 

[0 2 0 3] 

lite 5] 

(I) : w 2 = W4 = CI ; g4 = CI ; R 4 = H ; 



X-CO-R = NH-CO-NH 



A) 2. 5 4g(DtMJ^A7vK0)1 Oml*M 
0°ClZ^Lfc^I1 D) (CffcoT^tt*: 1 0. 0 

g^O'J KStt;32 Om I <DT-tZhZs&fc\ZlIQ?L 

B) N - [1- (2. 4- DQ?x - 5 - 
(4-^PP7i3) -1H-t7y-^-3 — r 

;u] -n' - d-7^7>f;i.) mm 
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9c<D&V&Z>tltc 1 . OOg£07v;i,7vKJtt;5m 
I <D h;ux>jgj$£3 O^SSSLfco Cti££ai~RL 
±Ctz<< VvT^— h(D»jSS 0. 39g(D7^ 
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o. 4 8 gommcommz&tzo 

[0204] M. p. = 24 4°C 

[0 2 0 5] 

[i34] 




N-CO-NH-R- 



de) 



W No. 


*3 


R2 


F; °C 


189 


H 


-o 


227 


190 


CH 3 




144 



en 9 f 

1 -^O □ 'N*->;U> =f-)\, [1-(2. 4-v^PD 
-5- (4-^PD7i3) - 1 H — tf "7 

[0 2 O 6] 
[<b6 6] 

(I) : g 4 = CI ; w 2 , w 4 = CI ; R 4 = H ; 



-X-CO-R - -CO-CH 2 




O. 6 2 5M(DMn L i 2 C I 4 <DT H F?g?$2. 5m 
I (Tetrahedoron. 1989, 45. 4163) ^0°Clc^iPL. 
JHt*^U->$ P^^rV^V^f^ix^ACDO. 5 OMT 

ftLtzo C*tt- 1 0°C\Z)%WL. m 1 D) ("ft 

oTBIS^HtcO. 5 0g«tt^tt8ml(DT 



ffl£fifc«8£* iltlJ»i:LtAcOEt/^> 
5/95 (v/v) 23O-4OO^7Va0) 
y^WP7 h^^-r — O. 09g(D 

[0207] M. p. =1 1 8°C 
0!I1 9 2 

1- [1- (2. 4-y^DP7i-;i) -5- (4- 
^OP7i3) - 1 H-tf^y— ;i — 3--OU] -2 
- (4-^ ^;U37 X — ;U) X? >- 1 -^-> 
[O 2 O 8] 
[jt6 7] 

(I) : g4 = CI ; w 2 . w 4 = Q ; R 4 = H ; 



X-CO-R = -COCH- 




CH- 



A) 1- (2. 4-y^OP7i-Jl.) -3-v7/~ 

5- (4 -O a n^x ~;u) - tf^y— 

17 2A) l:fitoTHbWl- (2. 4-v^PD 
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37 x— )V) -5- (4-^OP7iZ ;U) -1H-t*7 

y-^-3-*;ut^5K$o. 70 g , &u:o. 7 

4 m I (Dyy^D'J K$tt;6m I (D fcf 'J 
LT&£\ &ifi£2 Om I 0CH2 C I 2 (CjgPLTco 
I U MgS04 t^ULT, 9UZ» 

"rJU*>e>ttlHbU 0. 6 6 g(Dfi(D- h'J;u£i# 

tZo 10 

[0209] M. p. = 12 3°C 
B) <b^«5 1 9 2 

ffi<b4 - >f;UK>y^7^vOA0) 1 . OMl-f 
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2 Om I <DJLT)UJi—T)l'}%}&\ZffiTLtzo m&X'2m 

fffl£JfcLf-&. S^&£5 Om I <D5<H>&Mvtoyk#m 
U ±Ctr-»<D;"g^^3 0^«l$Lfc 0 ±J*Lfcfc* 

U SKl^T? 1 0 Om r CD C H 2 C I 2 tz^mLtzo 2i$ 
S$!l1Og0Sof;yU^ 0)#STt' 3 O L fc 0 

CH2 C I 2 / i P r 2 0;I£1$5fr£>iSS<fcL. O. 3 

[0210] M. p. =17 5°C 
[O 2 1 1 ] 
[£3 5] 




(10 



ffl No. 


«5 


F;°C 


193 


-CH,-CH,-^ ^ 


129 




194 




152 









37 p > — v(D8^ 

(51) Int. CI. 5 MHE* frtommm^ FI ttflHftacBffi 

A 6 1 K 31/415 A AN 

A A R 
ABC 
AB L 
AC F 
ACP 

AED 9360-4C 

CO 7 D 231/14 
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231/40 

401/12 2 1 1 8829-4C 

2 3 1 8829 - 4C 

403/12 2 0 7 8829 -4 C 

2 0 9 8829 -4 C 

405/12 2 3 1 8829 -4C 

453/02 



(72) «H# 

77>^I, 34000 t>^'Ji, Uzl- 

to— ;u • 7t?> - - zl> pio 

(72)fg*E# ^'JXf^7> ■ =l>4= 

75>XI, 34980 • yi'J ■ 

58 



10 ^7>XI % 34000 ^>^'Ji, 7:7 

n • ^ 17 

^7>XI, 34680 ■ va;Uvo. 



